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= S d7j: /-A^^^sy-^ *fcUN-tfc 

n*ka* w 5 1*, N-h Ht*-<yxh yrywu 

Ufcffc, 7S>/£# M (8) WBViTR9*»-NH, 
?fceft*ft&W*fcW8S ( 9 ) tebHTR l o#-N 

HjT-^snsft-^ft)] feffi^s-a-sctteAoTtfa 

1 0 0 5 9 J a/WfvEffljyj- [,Jt ( s ) fzavvc 
it-&mtfci£&; ( 9 ) (CiSVrCRl 0#-C ( = G) o 

. h (ottitrgat^) TSR*#i*flaMi,] 

KlSft1»fc2S&Lfcffi, TSv&a w ( 1 4 ) tefcv* 
*R9#-NH,T3«Sifc*ft***fcfci3 (9) fe* 
kvCRl 0*f-NH2C««ft*fttft] fc«t£§#* 

1 0 0 6 0 J * fc. [* ( 8 ) 

R9**-C (=0) OH (QMfflBfcmt) VOiStil 
ft£W*fc«3t<9) (lfeV>TRl 0*t-C ( = Q) O 

h (ojawgefcRig) -RRS*i*ft£»] zrxmm 

* W ( B ) e*n*rR9#-NH l 'C»Mi*«** 
(9) fc(SV>TRl Otf-NH.-KSSftift 

[006 2JKfl«A, 51^-2 O^+SOrtO 5^ 

4 entrap 3. fflv>e>*ias§&fc Ltiamfc?. «y« 

SI, fefttf?-H<\ ^najM^frfc^u^vft^ft 
frmis N, N-iftf-JUftkArgiceg, 

/k a^^-A^^r^a-^jRjfcfcjtiifefla^. 

[0063] (b){O^Kffija s SC(io)Afc{j^ 
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( 11 ) ~(miStLUite®wl!*>trt>-1j$:*x?y s 
iXftlZb&Tth, K£{*, ®#-2 0~~+5 0<C 

*#yw*Miam* n, N-tuf-sHui'A7S 

[0064] (c (a)Of|^g{Sfc 

[0065] (d)^ntRititt« ( b ) OiS^RiEt 
PI«<o*i£teJ:iJ^5;fc*«TSS. ft ( 1 1 ) x-m 

f=JB^ft*$ttTffii*h,&. flfitr, ft (12) £8 
V>TR1 l*t„ t e rt— rh^^A-sK^MtPflai 

*ftfc7*/as©**tt. ttKXfcutb y^^nifflj 
[ 0 0 6 6 J ft ( 1 ) •c^s#iwt^ft^« 4 « 

ML IgEgfi. 

t^feeoaisi^u-^oft < i > <ni\&ifabnmz 

too67J*(i)t«»*i*fWM(rta, sm&fo ' 
mtmm. mam. 

[0068] *5SB^tfDh^ h ^ffi7*?-;Wf»lWft 
BMfc Jfeffffitift. 7W^H£&&, {HAW 

[00693 »ttja«ki4^fte«, ftttejto^. m 

£>S£if(I»g«Offi s MJ!B©. asanas. SJS, 
* MB. BFS. ISfUS. a*ft. $ 

jasfflsa®. amure. mm. m&m. 
*m$, mm. *m mm. mm 
vm< &m. mvmm, tMit kmi 



22) ^19^11-3 02173 



mar. tttewiiffiiB, «7-f &\m$m& 
b&bis y y/wm& y v/tsjfs, ftgaFttfttt y > 

msw*. MffffeKSfcts. mwmmkzmwh 
[oo7o] *m0)m&M£4tm& > m&t lt 

<ot ltimi, j^j, fissw, fsaH, «i fun, ^ 
[0071] ®3M<mi&izf&m-&iizmix\^ tmt 

M. n^tftM. -v^f-Mttsft. 8Sf§t$^s«, 7 

[00723 AffiomttUW£(ERLXtt, Sfti: 
[0073] ^r-te/USUtt, fSSf^tSSViJiS^S^t 
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i o o 7 4 1 mmkLxmm-t&m, mi mm 

[0 0 7 5] gffl<3$|Ste£OT* tePRLtJi. fSffefe 

i^y $i t tfvn s , 

[00763 5 6 toeweft nr««w, m> § 

r o o 7 7 j *WM£tL64HMM*isMr«ii* 

[ o o 7 8 1 mmnztit, &8m*>8t j m}atwz 
wiw«r< . «bn. 3&&o 

AJtSIMf. ASH. IBSffJ, ?L33. mmtstvA 

[00793 4*HBa£ft.6B»m^4*tt. JB 

iWfotfm . 001M , 000m * ^ffl-ct-^rSft 4 £ fc # 
[0080) imnfl^ ( i > v&zti&friffytszvt 

[00.81] 

(1) [»H3 r-fef^txh^Mii 



K56 2<fflJB(109ffl) Sr [«H] a-BS-^hy^A 

Sol. C hem. » 
265; 17174. 1990) left*? h A by** 

( 2 ) tx N^flJJT-fe^/Wfci^SoafiHSK 
K562Wfe(2. 5X1 OW *9*RLfcgt* 
H6<3#fc(J, Biol. Chem. . 265:17 
174, 1 99 0)fcJ:yft6fl}U. *«>tttiNgfciloa 
oQ HR5/5 fcfflVi, O-IM 
ON aC 1 OiS&SJSJfcJ: y tx h yfttT-tfrHtm 

( 3 ) tx >«7*>AHHHmfffMi0flft 

( i ) ximisiz pm] rfeftfbxsyt i o o^i 

g/m 1 k ( 2 ) t-HBSLfcex h yJH7^^jHlSM 
»W2« 1 £-frtfi8!jfff£A CffllR : 5mMyyK^lJ^ 
A(pH7. 5). SXfy-feD-*. l3mM ED 
TA] 50Ml«t»T» 1 0*Hg 7\!tcrBBt*# 
2. 5«feVmtnBLTffSHKihL««. I® 

K a®If-;WB4 0 0x< 1 fcM'f-u-j/a y/t-f 7 
/Wc8KU 2ml<Oi'y^U-^-§2iflitg|S{ ;: j : 

baal* [»h] wmtoimtmLk. t*h 
usomm. mmAXimmixKmwm 

C 60 : *M) fcjffcM:. WTfc, SSg^H*, *-2 

W1S-H617] fc«Lfc. 

[0082] 

[«15] 



mm 

(IC M :iiM) 



1 


2. 01 


4 


9. 13 


5 


4. 20 


8 


4. 23 


9 


7. 01 


U 


18. 50 


12 


6. 89 


13 


■ 0. 87 


14 


3. 22 


15 


3. 72 


16 


2. 88 


17 


2. 66 


18 


2. 43 


19 


1. 94 


20 


5. 11 


22 


2. 46 
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(0063) 

[&16]fH2 m <1> 



23 


3. 30 


24 


1. 69 


25 


4. 53 


26 


7. 07 


27 


8, 77 




1. 80 


29 


4. 85 


30 


5. 04 


31 


10. 43 


32 


24. 30 


33 


3. 01 


34 


4. 1 1 


36 


6. 89 


38 


12. 25 


39 


1. 42 


40 


1. 75 


41 


3. 72 


42 


2. 99 


43 


3. 27 


44 


5. 40 


(0084] 




1&17] ft- 2 m (2) 




mm 







45 


3. 90 


46 


4. 17 


47 


2. 50 


48 


2. 30 


50 


4. 86 


51 


2. 12 


52 


3. 86 


53 


2. 52 


54 


1. 22 


55 


2. 63 


57 


•2. 22 


58 


3. 48 


59 


1. 00 


60 


I. 92 


61 


3. 14 


62 


3. 17 



63 4. 76 

64 0. 53 

65 4. 36 

66 3, 59 

67 2. 20 
©IB*MJ*A 190 



[OOS5]&t0!ll 

N- (2-T$S-7x.=jU) -4- [N— (tf'Ji/y- 

5 K (£- 1 : ftMfe*9l 4 ) 
(1-1) 4-7S^f-;^a#|S2lg (140 
mmo 1 ) <nit?uu*}y (4 50ml ) igffiJEte, 
M;xf-^7Sy4 2ml OOOmmol ) fcflni 

*JfTr\ ^*3^8iCte^fe5:*r^7j<M)?^ 
#oPiS6 0g <287mmo l )eD^ap>^y 
(50ml ) $»&S8TU:&. 3BSISB^tte. fiS» 
S»**fcKJS?8£ <ftftrt:j& 3 £fc 1 O^igffifeKigfS 
TISfi-fcL*:. ffftLfe^WINUmt, FIR, I6»f 
&;tfcJ:D. 4- (N-M/7/^n7*-fef-^75^ 

IH NMR(270KH2, DMSHJ6) frppa: 4.47<2H,d, J-5.8Rz) . 
7.39(2H,d,J S 8.iR z ), 7.93(2M,J=8.!lfc>, 10.08<1R. 
W=5.8Hr), 12.9S(lH,br.s). 
I0086J (1-2) o-7*r:uy^7Svi 0 
8f (1. 0mol)c0^^y(i000mn» 
Stfc 1 S$£rti&ft*h !M7A*ftft ( 5 0 Om 1 ) &2u 
*&Ti>t c r t ~7>df t,ity-4t*-h 2 1 8 
S(l. lmo I ) OS/^-^y (500m J ) }®gfc 

tat*, gmemmftk. -swKgufc. m*i 
/2#fc*Tf8jBusfk wmxwm&Lti m 

7x=u^yrsy6 8. 4g (d&f53 2i*> tafim 

1H NHR(270HHz. CDC13)5p Pn : 1.51 (9H,s), 3.75(2H, 
e). 6.26(1H,8), 6.77(lH,d.J=8.1Hz), 6.79(lH,dd,> 
7.3.8.1W. ^OOdH.dd.J^B.lHz), 7.27(lA,d..fc 
8.1Hz), 

[0087] (1-3) IS(l-l)*»WU6fl5 
•0^4)3 0 8 (121 mmo l ) ©^no^^y (20 

omn^jsfse, #&L£j&«i$> (rtffiio-isx;) 

**?y**D*-f K21« (165mm oi) 
(=$TFLfc. -e^tei-Sife (&.k*2ml$SW 
££0, 1ml ) DMFSaniJt, AfiPTt», Bf&# 
ifcaS£t1B#U *«9&4 0 , CTlB^jHis|sU:. ig 
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F£#8sU n&Wmjt?y (i ooml) ess* 
L*. im ( 1 - 2 ) Tl3*fc.*:fc£!fo2 2 g < 1 1 0 
mmo 1 ) <Wfna#*y (100ml ) -MVVy 
(20 0ml ) gJSfc, ftfcaKLfctt?D94 

Sfeffrfc, Oft. fcSifc&ifeL*:. ®t>lxt&mz*t; 

$Af y ro ttttt-w***. s trf {£} Lamm 
PR. WW*£fcfcJ;0, N-C2- (N-tert 

h U 7/^oT-fef-^75 y^^) ^y^7S F 2 8 

1H NMR(270MHz, DMSQ-d6) tfppq; 1,44(9H,8), 4.48(2H. 
d,J=5.9Hz), 7.12-7.23(2H,ji), 7.44(2H.d,J*8.1Hz) , ' 
7.54(2H.d ( J=8.1Ha), 7.94(2H,d,J=8.1Hz), 8.68(lH,b 
r.a), 9.83(lH,s), 10.10(lH,br.t,.*=5.9Hz). 
[0 088.] (1-4) JM (l-3)<OfU^%13 
S ( 3 Ommo I ) «0^^/-/K i 2 Om 1 ) -7K 
(18 0ml) WWKfcftfcft V*A4, 7 g ( 3 4m 

mo 1 ) San*, 7ort* 4mmmni,fc. ?oo 
WKtffftU wwtifcfcjiO, 4-rs/^f-yi, 

-N- [2- (N-tert-^f^njfi/K r 
^7*^]^X/iM0, 3g(^fifi9) 

1H N(ffl(270MHz, DHS(H36) fr PP «. 3.80(2H,s), 7.13-7,2 
3(2H,o>, 7.48-7.58(4H,m), 7.90(2H,d, J=8.1Hz), 8.69 
(lH.br.s), 9.77(lH,hr.s). 

[0089] (1-5) 3-\£V*JyXfiS-A,38 
4mg (3. 5mmo 1 ) £5m I <OS2$THFfc{g8? 
U N, N' 5^/-^52 3m g 

(3. 2 mmo 1 ) SSmxHttlte. l#mtffiUc 
fi, IS < 1-4 i. Og (2. 9mmo 

i ) p?^THP«a6m i sinife. itur-tofts 

^OD^AlOOmltjD^. *2 0mlt > 3EI 



0 : 1) TMMU N— [2- (N-tert-^K 

s^afeu-) rsy^o;^] -4- cn- <fcy$> 
, 3 - 4 x ^ tv? S Ky 

X7S H 1 . 2s97**7:rA:RB*i:l/Cf!fc (£ 

1H NMB(270MHz, Q5C13) Sppa: 1.5K9R.8), 4.45(3l,d, 
J^5,9Hz), 5. 16(1H jS ) ,7. 10-7. 50<7H, n> . 7.70(lH.d,J= 
8.1Hz), 7.80(lH,d,J=7.3Hz), 7.93(lH,d,J=8.1Hz), 8. 
57<lM„M.4fc), S.63(lH,s>, 9.17(lH,s). 
[0090] (1-6) !SU-5>«Mfe«fcl. 
2g(2. BjhuioI) ^^ r ;nomlteSffitt 
fc. 4«^ffigJ-^^yjgp^20m l £Jfl£. gfc 

ttftffc, j?DO5f^A6 0mlT3E^{fiLfe. fiSSWfe 

I8LT0. 88g058&£fifc. -^t-ifx^y-yn 6 
mI'CS!Sffi&fi ! v>, N- (2-7^/7t^) -4 
- CN- (KVi>y~3-4M > 

^X7SK66 8mg (im7 3%) £ 

UP. 139-160t:. 

IB NMR (270MHz, DMS0-d6) ?ppn: 4.28(2H,d,J=5.9Ha), 

4.86(2H,s), 5.10<2H,s), 6.60(lH,t,J=7.3Hz), 6.78(1 

H,d,J*nfc). 6.97<lH.t,J=7lfa), 7.17(lH,d,J-8Hz). 7. 

3-7.5(3H,ffl), 7.78(lH,d.J=8Hz), 7.93(2H,d,J=8Hz), 

8.53(lB.d,J=3.7Hz), 8.59(lH,s), 9.6K1JU). 

lR(KBr)cn-i; 3295,1648,1541.1508,1457,1309,1183.74 
2. 

[0091] 



(51) Int. CI. « 
A61K 31/44 



//A6 1K 48/00 



ADA 
ADU 
ADZ 
AGZ 



FI 

A61K 



3V44 



ADA 
ADU 
ADZ 
AGZ 



48/00 
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